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WHAT IS CLAIMED IS: 



1 . A compound of Formula A, or a pharmaceutically acceptable salt thereof: 

R 34 R 36 




R 1 R 30 

wherein 

Rl, Rl2 and each Rl6 are independently H, NR2R5, OR2, SR2 SOR2, SO2R2, S02NR2R5, 
OC(0)NR2r5, Rll, ci_6 alkyl, substituted alkyl, SR18, SO2RI8, or N[S02N(Ci_6 
alkyl)2]Rl8 ; wherein substituted alkyl is Ci-6 alkyl substituted with O-Ci-6 alkyl, C3.8 
cycloalkyl, or aryl, wherein the cycloalkyl is optionally substituted with from 1 to 3 Ci_6 
alkyl groups and the aryl is optionally substituted With from 1 to 5 substituents each of 
which is independently Ci-6 alkyl, 0-Ci_6 alkyl, CF3, OCF3, halo, CN, or NO2; with 
the proviso that no more than one of Rl, Rl2 and Rl6 is other than H, Ci-6 alkyl, or 
substituted alkyl; 



R2is 



R5i 



is 



1) H, or 

2) Ci_6 alkyl which is optionally substituted with aryl, C3-8 cycloalkyl, or a 5- or 6- 
membered heteroaromatic ring containing from 1 to 4 heteroatoms independently 
selected from N, O and S; 



1) H, 

2) Ci_6 alkyl, optionally substituted at any carbon atom with halogen, aryl, SO2-C1- 
6 alkyl, N(Ci_6 alkyl)2, or SO2NRURV wherein Ru and Rv are each 
independently a Ci-6 alkyl group or Ru and RV together with the N to which they 
are attached form a 4- to 7-membered saturated heterocyclic ring containing at 
least one carbon atom and from zero to 3 heteroatoms in addition to the N atom to 
which Ru and Rv are attached, wherein the additional heteroatoms are 
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independently selected from N, O and S, and in which any ring S atom is 
optionally oxidized to SO or SO2, and wherein the heterocyclic ring is optionally 
substituted with from 1 to 3 substituents each of which is independently a Ci_6 
alkyl group, 

3) C(0)Ci_6 alkyl, where the alkyl is optionally substituted at any carbon atom with 
halogen, aryl, SO2-C1-6 alkyl, N(Ci_6 alkyl)2, or S02NRu*rv* wherein Ru* 
andRv* independently have the same definition as Ru and Rv respectively as set 
forth above, 

4) C(0)-Ci_6 fluoroalkyl, 

5) C(0)R7 

6) C(0)C(0)NR8r9, 

7) S02NR8R9, 

8) SO2C1.6 alkyl, where the alkyl is optionally substituted at any carbon atom with 
halogen, aryl, SO2-C1-6 alkyl or N(Ci_6 alkyl)2, 

9) C(0)NR8R9, 

10) S02R7, 

1 1) C(O)C(O)Rl0, where RlO is a 4- to 7-membered saturated heterocyclic ring 
containing at least one carbon atom and from 1 to 4 heteroatbms independently 
selected from N, O and S, and in which any ring S atom is optionally oxidized to 
SO or SO2, and wherein the heterocyclic ring is optionally substituted with from 
1 to 3 substituents each of which is independently a Ci_6 alkyl group, 

12) C(0)0-Ci_6 alkyl, or 

13) SO2R 20 , wherein R20 i s a saturated heterocyclic ring independently having the 
same definition as RlO set forth above; 

or alternatively R2 and R5 together with the nitrogen atom to which they are attached form a 4- 
to 7-membered saturated heterocyclic ring containing at least one carbon atom and from 
zero to 3 heteroatoms in addition to the N atom to which R2 and R5 are attached, wherein 
the additional heteroatoms are independently selected from N, O and S, and in which any 
ring S atom is optionally oxidized to SO or SO2, and wherein the heterocyclic ring is 
optionally substituted with from 1 to 3 substituents each of which is independently a Ci-6 
alkyl group; 

R7 and Rl 1 are each independently a 5- or 6-membered unsaturated heterocyclic ring or an 
unsaturated 9- or 10-membered heterobicyclic fused ring system, wherein the ring or bicyclic 
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ring system contains from 1 to 4 heteroatoms independently selected from N, O and S, and in 
which any one or more of the N and S atoms is optionally oxidized, and wherein the ring is 
optionally substituted with from 1 to 3 substituents each of which is independently a Ci_ 6 alkyl 
group; 

5- 

R8 and R9 are each independently selected from the group consisting of Ci. 6 alkyl and aryl; 

R14 R30, each R32 r34 an d R36 are independently: 
(1) H, 

10 (2) Ci_6 alkyl, or 

(3) Ci-6 alkyl substituted with O-Ci-6 alkyl, C3.8 cycloalkyl, or aryl, 
wherein the cycloalkyl is optionally substituted with from 1 to 3 Ci_ 6 alkyl groups and the aryl is 
optionally substituted with from 1 to 5 substituents each of which is independently Ci_ 6 alkyl, 
O-C1.6 alkyl, CF3, OCF3, halo, CN, or NO2; 



15 



20 



25 



30 



35 



R18 is Ci-6 alkyl substituted with C(0)NRWRx wherein Rw and Rx are each independently a 
Cl-6 alkyl group or Rw and Rx together with the N to which they are attached form a 4- to 7- 
membered saturated heterocyclic ring containing at least one carbon atom and from zero to 3 
heteroatoms in addition to the N atom to which Rw and Rx are attached, wherein the additional 
heteroatoms are independently selected from N, O and S, and wherein any of the ring S atoms is 
optionally oxidized to SO or S0 2 , and wherein the saturated heterocyclic ring is optionally 
substituted with from 1 to 3 substituents each of which is independently a Ci_ 6 alkyl group; 

R3 isHorCi-6 alkyl; 
R4is 

1) hydrogen, 

2) Ci-6 alkyl which is optionally substituted with one or more substituents (e.g., 
optionally from 1 to 6, or 1 to 5, or 1 to 4, or 1 to 3, or 1 or 2 substituents; or is 
optionally mono-substituted) each of which is independently halogen, OH, O-Ci- 
6 alkyl, O-C1-6 haloalkyl, NO2, N(RaRb), C(0)Ra C0 2 Ra SRa S(0)Ra, 
S02Ra or N(Ra)C02Rb 

3) C1-6 alkyl which is optionally substituted with one or more substituents (e.g., 
optionally from 1 to 6, or 1 to 5, or 1 to 4, or 1 to 3, or 1 or 2 substituents; or is 
optionally mono-substituted) each of which is independently halogen, OH, or 
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O-C1-4 alkyl, and which is substituted with 1 or 2 substituents each of which is 



independently: 


i) 


C3-8 cycloalkyl, 


ii) 


aryl, 


iii) 

✓ 


a fused bicvclic carbocvcle consistinp" of a hpn7pnp rHno- fnc^H tr\ <» 




C5-7 cycloalkyl, 


iv) 


a 5- or 6-membered saturated heterocyclic ring containing from 1 




to 4 heteroatoms independently selected from N, O and S, 


v) 


a 5- or 6-membered heteroaromatic ring containing from 1 to 4 




heteroatoms independently selected from N, O and S, or 


vi) 


a 9- or 10-membered fused bicyclic heterocycle containing from 1 




to 4 heteroatoms independently selected from N, O and S, wherein 




at least one of the rings is aromatic, 



4) C2-5 alkynyl optionally substituted with aryl, 

5) C3-8 cycloalkyl optionally substituted with aryl, 

6) aryl, 

7) a fused bicyclic carbocycle consisting of a benzene ring fused to a C5-7 
cycloalkyl, 

8) a 5- or 6-membered saturated heterocyclic ring containing from 1 to 4 
heteroatoms independently selected from 1^, O and S, 

9) a 5- or 6-membered heteroaromatic ring containing from 1 to 4 heteroatoms 
independently selected from N, O and S, or 

10) a 9- or 10-membered fused bicyclic heterocycle containing from 1 to 4 
heteroatoms independently selected from N, O and S , wherein at least one of the 
rings is aromatic; 

wherein 

each aryl in (3)(ii) or the aryl (4), (5) or (6) or each fused carbocycle in 
(3)(iii) or the fused carbocycle in (7) is optionally substituted with one or more 
substituents (e.g., optionally from 1 to 6, or 1 to 5, or 1 to 4, or 1 to 3, or 1 or 2 
substituents; or is optionally mono-substituted) each of which is independently 
halogen, OH, Ci-6 alkyl, -C x _6 alkylene-ORa Ci_6 haloalkyl, O-Ci-6 alkyl, 
O-C1-6 haloalkyl, CN, NO2, N(RaRb), -Ci-6 alkylene-N(RaRb), C(0)N(RaRb),. 
C(0)Ra C02R a , -Ci-6 alkylene-C02Ra, OC02R* SRa S(0)Ra S02Ra, 
N(Ra)S02Rb S02N(RaRb), N(Ra)C(0)Rb N(Ra)C0 2 Rb, -Ci-6 
alkylene-N(Ra)C02R b , aryl, -Ci_6 alkylene-aryl, O-aryl, or-C()-6 alkylene-HetA 
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wherein HetA is a 5- or 6-membered heteroaromatic ring containing from 1 to 4 
heteroatoms independently selected from N, O and S, and the heteroaromatic ring 
is optionally fused with a benzene ring, and is optionally substituted with one or 
more substituents (e.g., optionally from 1 to 6, or 1 to 5, or 1 to 4, or 1 to 3, or 1 
or 2 substituents; or is optionally mono-substituted) each of which is 
independently Ci_ 6 alkyl, Ci_ 6 haloalkyl, 0-Ci_ 6 alkyl, 0-Ci_ 6 haloalkyl, oxo 
orC02Ra; 

each saturated heterocyclic ring in (3)(iv) or the saturated heterocyclic ring 
in (8) is optionally substituted with one or more substituents (e.g., optionally from 
1 to 6, or 1 to 5, or 1 to 4, or 1 to 3, or 1 or 2 substituents; or is optionally mono- 
subsututed) each of which is independently halogen, Ci- 6 alkyl, Ci_ 6 haloalkyl, 
O-Ci-6 alkyl, 0-Ci_ 6 haloalkyl, oxo, aryl, or a 5- or 6-membered heteroaromatic 
ring containing from 1 to 4 heteroatoms independently selected from N, O and S; 
and 

each heteroaromatic ring in (3)(v) or the heteroaromatic ring in (9) or each 
fused bicyclic heterocycle in (3)(vi) or the fused bicyclic heterocycle in (10) is 
optionally substituted with one or more substituents (e.g., optionally from 1 to 6, 
or 1 to 5, or 1 to 4, or 1 to 3, or 1 or 2 substituents; or is optionally mono- 
substituted) each of which is independently halogen, Ci- 6 alkyl, Ci_ 6 haloalkyl, 
O-Ci-6 alkyl, O-Ci-6 haloalkyl, oxo, aryl, or Ci_6 alkylene-aryl; 

or alternatively R3 and R4 together with the nitrogen to which both are attached form a C3.7 
azacycloalkyl which is optionally substituted with one or more substituents (e.g., optionally from 

V° t °u 1 -°f ' ° r 1 10 4 ' ° r 1 10 3 ' ° r 1 ° r 2 substituent °; « is optionally mono-substituted) each 
of which is independently Ci_6 alkyl.or oxo; 

each Ra and Rb is independently hydrogen or Ci-6 alkyl; and 



n is an integer equal to zero, 1, 2, or 3. 



A compound according to claim 1, or a pharmaceutical^ acceptable salt 
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thereof, which is a compound of Formula I: 




wherein 

5 Rl , Rl2 and each Rl6 are independently H, NR2r5 , OR2, SR2, SOR2 SO2R2 S02NR2r5, 

OC(0)NR2r5, Rll, ci_6 alkyl, SR18, SO2RI8, or N[S02N(Ci-6 alkyl) 2 ]Rl8; with the 
proviso that no more than one of Rl, Rl2, and each Rl6 is other than H or Ci_6 alkyl; 
and 



10 Rl4isHorCi T 6alkyl. 

• 3. A compound according to claim 2, or a pharmaceutically acceptable salt 
thereof, wherein: 

15 Rl, Rl2 and each Rl6 are independently H, NR2R5, or2 SR2 SOR2, SO2R2, S02NR2r5, 
OC(0)NR2r5, Rll, CH 3 , SR18, SO2RI8, or N[S02N(Ci- 3 alkyl) 2 ]Rl8; with the proviso that 
no more than one of Rl, Rl2, and Rl6 is other than H or CH3; 

R2 is H, CH3, CH2CH3, CH2-cyclopropyl, CH2-phenyl, CH(CH)3-phenyl, or CH2-pyridinyl; 

20 

R5 is 

1) H, 

2) C1-3 alkyl, optionally substituted at any carbon atom with halogen, phenyl, 
SO2CH3, N(CH3)2, orS02N(CH3)2, 

25 3) C(0)-Ci_3 alkyl, where the alkyl group is optionally substituted with halogen, 

phenyl, SO2CH3, N(CH3>2, or S02NRu*rv* wherein Ru* and Rv* are either 
both CH3 or together with the nitrogen atom to which they are attached form a 
saturated heterocyclic ring selected from the group consisting of azetidinyl, 
pyrrolidinyl, piperidinyl, morpholinyl, thiomorpholinyl, imidazolidinyl, 

30 oxazolidinyl, isoxazolidinyl, thiazolidinyl, isothiazolidinyl, thiazinanyl, 
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15 



thiadiazinanyl, and piperazinyl, wherein the saturated heterocyclic ring is 
optionally substituted with from 1 to 3 methyl groups, and wherein any ring S is 
optionally oxidized to SO or SO2, 
4) C(0)CF 3 , 
5 5) C(0)R7, 

6) C(0)C(0)NR8r9 

7) S02NR8R9, 

8) S0 2 -Ci_ 3 alkyl, where the alkyl is optionally substituted with halogen, phenyl 
S0 2 CH 3 orN(CH3)2, 

10 9) C(0)NR8R9 

10) S02R7 

1 1) C(O)C(O)Rl0, where RlO is a saturated heterocyclic ring selected from the group 
consisting of azetidinyl, pyrrolidinyl, piperidinyl, morpholinyl, thiomorpholinyl, 
imidazolidinyl, oxazohdinyl, isoxazohdinyl, thiazolidinyl, isothiazohdinyl, 
thiazinanyl, thiadiazinanyl, and piperazinyl, wherein the saturated heterocyclic 
ring is attached to the rest of the compound via a ring nitrogen and is optionally 
substituted with from 1 to 3 methyl groups, and wherein any ring S is optionally 
oxidized to SO or SO2, 

12) C(0)OCH 3 ,or 

13) SO 2 R20, wherein R20 is a saturated heterocyclic ring independently having the 
same definition as RlO set forth above; 

or alternatively R2 and R5 together with the nitrogen atom to which they are attached form a 
saturated heterocyclic ring selected from the group consisting of azetidinyl, pyrrolidinyl, . 
piperidinyl, morpholinyl, thiomorpholinyl, imidazolidinyl, oxazolidinyl, isoxazohdinyl ' 
thiazolidinyl, isothiazohdinyl, thiazinanyl, thiadiazinanyl, and piperazinyl, wherein the saturated 
heterocyclic ring is optionally substituted with from 1 to 3 methyl groups, and wherein any ring S 
is optionally oxidized to SO or SO2; 

R7 and Rll are each independently an unsaturated heterocycle selected from the group 
consisting of pyrrolyl, pyrazolyl, imidazolyl, triazolyl, tetrazolyl, oxadiazolyl, pyridinyl 
pyrazinyl, pyridazinyl, pyrimidinyl, furyl, thiazolyl, isothiazolyl, oxazolyl, isoxazolyl, quinolinyl 
isoquinohnyl, quinazolinyl, cinnolinyl, and triazolopyrimidinyl, in which any one of the N atoms 
is optionally oxidized and wherein the heterocycle is optionally substituted with from 1 to 3 
substituents each of which is methyl; 
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R8 and R9 are independently selected from the group consisting of CH3 and phenyl; 
R14 isHorCH3; 



R18 is CH2C(0)NRwrx wherein Rw and Rx are either both CH3 or together with the nitrogen 
atom to which they are attached form a saturated heterocyclic ring selected from the group 
consisting of azetidinyl, pyrrolidinyl, piperidinyl, morpholinyl, thiomorpholinyl, imidazoUdinyl, 
oxazolidinyl, isoxazolidinyl, thiazolidinyl, isothiazoUdinyl, thiazinanyl, thiadiazinanyl, and 
piperazinyl, wherein the saturated heterocychc ring is optionally substituted With from 1 to 3 
methyl groups, and wherein any ring S is optionally oxidized to SO or SO2; 

R3 is hydrogen or CH3; 

R4 is Ci_3 alkyl substituted with an aryl selected from phenyl and naphthyl or with a heteroaryl 
selected from pyridinyl, pyrimidinyl, pyrazinyl, quinazolinyl, cinnolinyl, quinolinyl, and 
isoquinolinyl, wherein the aryl or heteroaryl is optionally substituted with from 1 to 3 
substituents each of which is independently halo, CH3, CF3, SO2CH3, or C(0)NH(CH3); and 



n is an integer equal to zero, 1, 2, or 3. 

4. A compound according to claim 3, or a pharmaceutically acceptable salt 
thereof, which is a compound of Formula II: 




wherein Rl is H, NR2r5, OR2 SR2 SOR2 SO2R2, S02NR2R5, OC(0)NR2r5, rU S Rl8, 
SO2RI8, orN[S02N(CH3)2]S02Rl8; 

R5is 

1) C1.3 alkyl, optionally substituted at any carbon atom with halogen, phenyl, 
SO2CH3, N(CH3) 2 , or S02N(CH3)2, 
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2) C(0)-Ci_3 alkyl, where the alkyl group is optionally substituted with halogen, 
phenyl, SO2CH3, N(CH3)2, or S02NRu*Rv* wherein Ru* and'Rv* are either 
both CH3 or together with the nitrogen atom to which they are attached form a 
saturated heterocyclic ring selected from the group consisting of azetidinyl, 
5 pyrrolidinyl, piperidinyl, morpholinyl, thiomorpholinyl, imidazolidinyl, 

oxazolidinyl, isoxazolidinyl, thiazolidinyl, isothiazolidinyl, thiazinanyl, 
thiadiazinanyl, and piperazinyl, wherein the saturated heterocyclic ring is 
optionally substituted with from 1 to 3 methyl groups, and wherein any ring S is 
optionally oxidized to SO or SO2, 
10 3) C(0)CF 3 , 

4) C(0)R7 

5) C(0)C(0)NR8R9, 

6) S02NR8R9, 

7) SO2-C1.3 alkyl, where the alkyl is optionally substituted with halogen, phenyl, 
15 S02CH3orN(CH3)2, 

8) C(0)NR8R9, 

9) S02R7, 

10) C(O)C(O)Rl0, where RlO i s a saturated heterocyclic ring selected from the group 
consisting of azetidinyl, pyrrolidinyl, piperidinyl, morpholinyl, thiomorpholinyl, 

20 imidazolidinyl, oxazolidinyl, isoxazolidinyl, thiazolidinyl, isothiazolidinyl, 

thiazinanyl, thiadiazinanyl, and piperazinyl, wherein the saturated heterocyclic 
ring is attached to the rest of the compound via a ring nitrogen and is optionally 
substituted with from 1 to 3 methyl groups, and wherein any ring S is optionally 
oxidized to SO or SO2, 

25 11) C(0)OCH3,or 

12) SO2R20, wherein R20 i s a saturated heterocyclic ring independently having the 
same definition as RlO set forth above; 

or alternatively R2 and R5 together with the nitrogen atom to which they are attached form a 
30 saturated heterocyclic ring selected from the group consisting of azetidinyl, pyrrolidinyl, 
piperidinyl, morpholinyl, thiomorpholinyl, imidazolidinyl, oxazolidinyl, isoxazolidinyl, 
thiazolidinyl, isothiazolidinyl, thiazinanyl, thiadiazinanyl, and piperazinyl, wherein the saturated 
heterocyclic ring is optionally substituted with from 1 to 3 methyl groups, and wherein any ring S 
is optionally oxidized to SO or SO2; 



35 
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Rl2 is H or CH3; and 
R14 isHorCH3. 

5. A compound according to claim 4, or a pharmaceutically acceptable salt 
thereof, wherein: 



R3 is hydrogen; and 
10 R4 is: 




wherein Xl and X2 are each independently hydrogen, bromo, chloro, fiuoro, CH3, CF3, 
SO2CH3, or C(0)NH(CH3); and Yl is hydrogen, bromo, chloro, fiuoro, CH3, or CP3. 

6. A compound according to claim 5, or a pharmaceutically acceptable salt 
thereof, wherein 

Rl is H, NR2R5, SCH 2 C(0)N(CH3)2, S0 2 CH2C(0)N(CH 3 )2, or 
N[S02N(CH3)2]CH2C(0)N(CH3)2; 

R5is 





1) 


CH 3 , 




2) 


CH2-phenyl, 




3) 


C(0)CH 3 , 


25 


4) 


C(0)CH2S02CH3, 




5) 


C(0)CH 2 S02N(CH3) 2 , 




6) 


C(0)C(CH 3 )2-S02N(CH 3 )2, 




7) 


C(0)CH2N(CH 3 )2, 




8) 


C(0)CF 3 , 


30 


9) 


S0 2 CH3, 
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10 



10) S0 2 N(CH 3 )2, 

11) C(0)C(0)N(CH 3 )2, 

12) C(0)N(CH 3 )2, 

13) SO2CH2SO2CH3, 

14) C(0)OCH 3 , 

15) C(0)-T, wherein T is: 



H 3 C / W j V N ^,or^ \=/ 



N 

CB 



16) 



C(0)C(0)- 



O 



/ — \ 

C(0)CH 2 SO— N O 



H 3 C . 

/^N-CH 3 




17) 

18) SO2-Q, wherein Q is 



N"" , or H 3 C > or 

15 19) SO2R20, wherein R20 i s: 

1 — 1— 1 I —N p I — ti \i-CH 3 
^ » \-"V N — ' ,or* \ — / 

or alternatively R2 and R5 together with the nitrogen atom to which they are attached form a 
saturated heterocyclic ring selected from the group consisting of 



20 
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R4is: 

1) p-fluorobenzyl, 

2) 3-bromo-4-fluorobenzyl, 

3) 3-chloro-4-fluorobenzyl, 
5 4) 4-fluoro-3-methylbenzyl, 

5) 3,4-difluorobenzyl, 

6) 3-chlorobenzyl, 

7) p-chlorobenzyl, 

8) 3-chloro-4-methylbenzyl, 
10 9) 3-methylbenzyl, 

10) 4-fluoro-2[(methylamino)carbonyl]benzyl, or 

11) quinolin-8-ylmethyl ; 



15 



20 



Rl2 and Rl4 are each independently H or CH3; and 

n is an integer equal to zero, 1 or 2. 

7. A compound according to claim 6, or a pharmaceutically acceptable salt 
thereof, wherein 



Rl is NR2R5; 
R2 is CH3; 
25 R5 is 



1) C(0)CH 2 S0 2 CH3, 

2) C(0)C(0)N(CH 3 )2, 

3) S02N(CH 3 )2, or 

4) SO2R20, wherein R20 i s: 



30 



-O , l-O , I "O , or I -0" CH3 : 
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or alternatively R2 and R5 together with the nitrogen atom to which they are attached form 



R4is: 

1) p-fluorobenzyl, 

2) 4-fluoro-3-methylbenzyl, 

3) 3-chlorobenzyl, or 

4) 3-chloro-4-methylbenzyl ; 

R12 and Rl4 are both H, except that when R5 is C(0)C(0)N(CH 3 ) 2 and R4 is p-fluorobenzyl 
and n is 1, then Rl2 and Rl4 are either both H or both CH3; and 

n is an integer equal to 1 or 2. 



R 4 is p-fluorobenzyl or 4-fluoro-3-methylbenzyl; 

R12 and Rl4 are both H, except that when R5 is C(0)C(0)N(CH3)2 and R4 is p-fluorobenzyl 
and n is 1, then Rl2 and Rl4 are either both H or both CH3; and 

n is an integer equal to 1 or 2. 




8. 

thereof, wherein 



A compound according to claim 7, or a pharmaceutical^ acceptable salt 



R5 is C(0)C(0)N(CH 3 )2, or SO 2 R20, wherein R20 i 



is 




9. 



A compound according to claim 4, or a pharmaceutical^ acceptable salt 
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thereof, which is a compound of Formula EE: 




wherein 

Rl is hydrogen, NR2r5, OR2 SR2, SOR2, S02R 2 , S02NR2R5, or OC(0)NR2r5 ; 

R3 is hydrogen; 

R4is 




R2is 

1) hydrogen, 

2) CH 3 , or 

3) ^^"O^d 

R5is 

1) C(0)CH 3 , 

2) C(0)CH2S02CH3, 

3) CH 3 , 

4) C(0)C(0)N(CH 3 )2, 

5) SO2CH3, 

6) S02N(CH 3 )2, 

7) C(0)CH2N(CH 3 ) 2 , 

8) S02CH2S02CH 3 , 

9) C(0)CF 3 , 

C<0)— <? J 
N 

10) H 3 C , 
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11) 




N ,or 



12) 



or R2 and R5, together with the nitrogen atom to which they are attached, form a heterocyclic 
ring selected from the group consisting of 




10. A compound according to claim 1, or a pharmaceutically acceptable salt 
thereof, selected from the group consisting of: 

NK4-fluorobenzyl)-3-hydroxy-4-oxo-6,7,8,9-tetrahydro^H-pyrido[l,2-a]pyrimidine-2 
carboxamide; 

9-[acetyl(methyl)amino>N-(4-fluorobenzyl)-3-hy^^ 
a]pyrimidine-2-carboxamide; 

N-(4-nuorobenzyl)-3-hydroxy-9-{ methyl[(l -methyl-lH-imidazol-2-yl)carbonyl]amino } -4-oxo- 
6J,8,9-tetrahydto^H-pyrido[l,2-a]pyrimimne-2-carboxamide; 

N^4-fluorobenzyl)-3-hydroxy-9-{memyl[(memylsulfonyl)acetyl]amino}-4-oxo-6,7,8,9- 
tetrahydro^H-pyrido[l,2-a]pyrimidine-2-carboxamide; 

N-(4-fluorobenzyl)-3-hydroxy-9-[memyl(py^^^ 
4H-pyrido[l ,2-a]pyrimidine-2-carboxamide; 

9-|>enzyl(memyl)amino]-N-(4-fluorobenzyl)-3-hydroxy^-oxo-6J,8,9-tetrahyd^ 
pyrido[l ,2-a]pyrimidine-2-carboxamide; 

N-(4-fluorobenzyl)-3-hydroxy-9-morpholin^ 
a]pyrimidine-2-carboxamide; 
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NK4-fluorobenzyl)-3-hydroxy^-oxo-9-piperidin-l-yl-6J^,9-tetrahydro-4H-pyrido[l,2- 
a]pyrimidine-2-carboxamide; 

9-(dimethylamino)-N-(4-fluorobenzyl)-3-hyto 
a]pyrimidine-2-carboxamide; 

NK4-fluorobenzyl)-3Thydroxy^-oxo-9-pyn:olidin-l-yl-6,7,8,9-tetrahydro-4H-pyrido[l,2- 
a]pyrimidine-2-carboxamide; 

Nl-(2-{[(4-fluorobenzyl)amino]carbonyl}-3-hydroxy^-oxo-6J3,9-tetrahydro-4H-pyrido[l > 2- 
a]pyrimiclin-9-yl)-Nl,N2^r2-trimethylethanediamide; 

N-(4-fluorobenzyl)-3-hydroxy-9-[methyl(methyte^^^ 
pyrido[ 1 ,2-a]pyrimidine-2-carboxamide; 

9-[[(dimethylamino)sulfonyl](methyl)amino]-N-(4-fluorobenzyl)-3-hydroxy-4-oxo-6,7,8,9- 
tetrahydro^H-pyrido[l,2-a]pyriinidine-2^arboxairiide; 

N-(4-fluorobenzyl)-3-hydroxy-9-{[(methy^ 
pyrido[l ,2-a]pyrimidine-2-carboxamide; 

9-[(N,N-dimethylglycyl)(methyl)a^ 
4H-pyrido[l,2-a]pyrimidine-2-carboxamide; 

NK4-fluorobenzy])-3-hyd^oxy-9<methyl{[(methylsulfonyl)methyl]sulfonyl}amino)-4-oxo- 
6j,8,9-tetrahydro^H-pyrido[l,2-a]pyrimidine-2-carboxamide; 

(+)-9-[[(dimethylamino)sulfonyl](me^ 
tetrahydro^H-pyrido[l,2-a]pyrimidine-2^arboxamide; 

(-)-9-[[(dimethylanMno)sulfonyl](methyl)amino]-N-(4-fluorobenzyl)-3-hydrox 
tetrahydro-4H-pyrido[l ,2-a]pyrimidine-2-carboxamide; 

Wl-(2-{[(4-fluorobenzyl)amino]carbonyl^^ 
a]pyrimiciin-9-yl)-NlJSr2JSr2-trimethylethanediamide; 
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(+)NlK2-{[(4-fluorobenzyl)aiiiino]carbonyl}-3-hydroxy-4-oxo-6,7,8,9-tetrahydro-4H- 
pyrido[l,2-a]pyriinidin-9-yl)-Nl,N2 J N2-trimethylethanediamide; 

(+)-N-(4-fluorobenzyl)-3-^ 

tetrahydro^H-pyrido[l,2-a]pyr]bMdine-2-carboxainide; 

(-)-N-(4-fluorobenzyl)-3-hydroxy-4-oxo-9-[^ 
tetrahydro-4H-pyrido[ 1 ,2-a]pyrimidine-2-carboxamide; 

N-(4-fluorobenzyl)-3-hydroxy-4-oxo-4A7,8-te^^ 

N^3-bromo^-fluorobenzyl)-9-[[(dimethylamino)sulfonyl](methyl)amino]-3-hydroxy-4-oxo- 
6J3,9-tetrahydro^H-pyrido[l,2-a]pyrimidine-2-carboxamide; 

N-(4-fluorobenzyl)-3-hydtoxy-9-{methyl[(U^ 

oxo-6 J,8,9-tetrahydro^H-pyrido[l ,2-a]pyrimidine-2-carboxainide; 

9-[{ [(dimethylamino)sulfonyl]acetyl } (methyl)amino]-N-(4-fluorobenzyl)-3-hydroxy-4-oxo- 
6J,8,9-tetrahydro^H-pyrido[l,2-a]pyrimidine-2-carboxamide; 

9-{ethyl[(methylsulfonyl)acetyl]amino}-NK4-fluorobenzyl)-3-hydroxy^-oxo-6J,8,9-tetrahydro- 
4H-pyrido[l,2-a]pyrimidine-2-carboxamide; 

9K14-dioxido-l,2-thiazinan-2-yl)-N^4-fluorobenzyl)-3-hydroxy-4-oxo-6J,8,9-tetrahydro^H- 
pyrido[ 1 ,2-a]pyrimidine-2-carboxamide; 

NK3,4-difluorobenzyl)-3-hydroxy-9-{methyl[(methylsulfonyl)acetyl]anuno}^-oxo-67,8,9- 
teti^ydro-4H-pyrido[l,2-a]pyrimidine-2-carboxaiiiide; 

9-[[(dimethyIamino)sulfonyl](ethyl)ainino]-N-(4-fluorobenzyl)-3-hydroxy-4^ 
tetrahydro^H-pyrido[l,2-a]pyrimidine-2-^arboxairiide; 

(+)-NK4-fluorobenzyl)-3-hydroxy-9-{m^ 
tetrahydro-4H-pyrido[l,2-a]pyrimidine-2-carboxainide; 
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(.)-NK4-fluorobenzyl)-3-hydroxy-9-{methyl[(methylsulfonyl)acetyl]amino}-4-oxo-6,7,8,9- 
tetrahydro-4H-pyrido[ 1 ,2-a]pyrimidine-2-carboxamide; 

N-(2-{[(4-fluoro-3-methylbenzyl)amino]carbonyl}-3-hydroxy^-oxo-6J,8,9-tetrahydro-4H- 
pyrido[l,2-a]pyrimidin-9-yl)-N,N\N , -trimethylethanediamide; 

N-(2-{[(3^h]oro^-methylbenzyl)amino]carbonyl}-3-hydroxy^-oxo-6J,8,9-tetrahydro-4H- 
pyrido[l,2-a]pyrimidin-9-yl)-N ) N , ,N , -trimethylethanediainide; 

N-(2-{[(3-chIorobenzyl)amino]carbonyl}-3-hydroxy^-oxo-6J,8,9-tetrahyclro^H-pyrido[l,2- 
a]pyrimidin-9-yl)-N,N',N , -trimethylethanediairude; 

NK4-fluorobenzyl)-3-hydroxy-9-(6-methyl-U-^^ 
tetrahydro^H-pyrido[l,2-a]pyrimidine-2-carboxamide; 

0-N-(2-{[(4-fluoro-3-methylbenzyl)a^ 

pyridofl ,2-a]pyrimidin-9-yl)-N,N\N'-trimethylethanediamide; 

U-N-(2-{[(3-cMoro-4-methylbenzyl)aniino]c^^ 

pyrido[l ,2-a]pyrimidin-9-yl)-N,N',N , -trimethylethanediamide; 

(+)-N-(4-fluorobenzyl)-3-hyto 

6J,8,9-tetrahydro-4H-pyrido[l,2-a]pyrinaidine-2-carboxamide; 

NK4-fluorobenzyl)-3-hydroxy-9-[methyl(pyrrolidin-l-ylsuIfonyl)amino]-4-oxo-6,7,8,9- 
tetrahydro-4H-pyrido[l,2-a]pyrimidine-2-carboxainide; 

9-[(azetidin-l-ylsulfonyl)(methyl)amino]-NK4-fluorobenzyl)-3-hydroxy-4^xo-6,7 J 8,9- 
teti^ydro-4H-pyrido[l,2-a]pyrimidine-2-carboxamide; 

(0-N<4-fluorobenzyl)-3-hydroxy-9-[methyl(moiphoUn^-ylsulfonyl)amino]^oxo-6J3,9- 
teti^ydro^H-pyrido[l,2-a]pyrimidine-2-carboxamide; 
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(+)-NK4-fluorobenzy])-3-hydroxy-9-[methyl(moipholin^-ylsulfonyl)amino]^-oxo-6J,8,9- 
tetrahydro-4H-pyrido[l,2-a]pyrimidine-2-carboxamide; 

N<2-{[(3-bromo^fluorobenzyl)amino]carbonyl}-3-hydroxy-4^xo-6j,8,9-tetrahydro-4H- 
pyridofl ,2-a]pyrimidin-9-yl)-N,N',N , -trimethylethanediamide; 

9-[[azetidin-l-yl(oxo)acetyl](methyl)amino]-N-(4-fluorobenzyl)-3-hydroxy^oxo-6J,8^ 
tetrahydro-4HTpyrido[ 1 ,2-a]pyrimidine-2-carboxamide; 

(+)-9-[(azetidin-l-ylsulfonyl)(methyl)amino]-N<4-fluorobenzyl)-3-hy(3roxy^-oxo-6J,8,9- 
tetrahydro^H-pyrido[l,2-a]pyrimidine-2-carboxaiiiide; 

(-)-N-(2-{ [(3-chloro-4-fluorobenzyl)amino]carbonyl } -3-hydroxy-4-oxo-6 J,8,9-tetrahydro-4H- 
pyrido[l ,2-a]pyrimidin-9-yl)-N,N , ,N'-trimethyIethanediamide; 

(+)-N-(4-fluoro-3-methylbenzyl)-3^^ 
6J,8,9-teti^ydro^H-pyrido[l,2-a]pyriinidine-2-carboxamide; 

(-)-9-[{ [(dimethylamino)sulfonyl]acetyl } (methyl)amino]-N-(4-fluoro-3-methylbenzyl)-3- 
hydroxy-4-oxo-6,7,8,9-tetrahydro-4H-pyrido[l ,2-a]pyrimidine-2-carboxamide; 

(-)-N-(4-fluorobenzyl)-3-hydroxy-9-{methyl[(4-methylpiperazin-l-yl)sulfonyl]amino 
6,7,8,9-tetrahydro-4H-pyrido[l,2-a]pyrimidine-2-carboxamide; 

(+)-N-(4-fluorobenzyl)-3-hydroxy-9-{methyl[(4-methylpiperazin-l-yl)sulfonyl]a^ 
6,7,8,9-tetrahydro-4H-pyrido[l ,2-a]pyrimidine-2-carboxamide; 

N-(4-fluorobenzyl)-3-hydroxy-9-{methyl[(4-methylpiperazin-l-yl)sulfonyl]anu 
6J,8,9-tetrahydro-4H-pyrido[l,2-a]pyriiiiidine-2-carboxamide; 

(-M7S)-7-amino-N-(4-fluorobenzyl)-3^^ 
a]pyrimidine-2-carboxamide; 

N-(2-{[(4-fluorobenztf^ 
a]azepin-10-yl)-N,N'^ , -trimethylethanediamide; 
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(-)N-(2- { [(4-fluorobenzyl)amino]carbonyl }-3-hydroxy-4-oxo-4,6,7,8 ,9, 10- 
hexahydropyrimido[l,2-a]azepin-10-yl)-N,N\N^trimethylethanediamide; 

(+)N-(2-{[(4-fluorobenzyl)amino]carbonyl}-3-hydroxy-4-oxo-4,6,7,8,9,10- 
hexahydropyrimido[l,2-a]azepin-10-yl)-N^\N , -trimethylethanediamide; 

N-(2-{[(4-fluoro-3-methylbenzyl)amino]carbonyl}-3-hydroxy-4-oxo-4,6,7,8,9,10- 
hexahydropyrimido[l,2-a]azepin-10-yl)-N,N\N'-trimethylethanecUamide; 

N-(2-{ [(3-chloro-4-methylbenzyl)amino]carbonyl }-3-hydroxy-4-oxo-4,6,7,8,9, 10- 
hexahydropyrimido[l ) 2-a]azepin-10-yl)-N,N , ,N , -trimethylethanediamide; 

(+)-N-(2-{ [(4-fluoro-3-methylbenzyl)amino]carbonyl } -3-hydroxy-4-oxo-4,6,7,8,9, 10- 
hexahydropyrimido[l,2-a]azepin-10-yl)-N,N\N , -trimethylethanediamide; 

(-)-N-(2-{[(4-fluoro-3-methylbenzyl)amino]carbonyl}-3-hydroxy-4-oxo-4,6,7,8,9,10- • 
hexahydropyrinHdo[l,2-a]azepin-10-yl)-NJSP,N'-trimethylethanediamide; 

^-(2-{[(4-fluorobenzyl)amino]carbonyl}-3-hydroxy-8,8-dimethyl-4-oxo-6J3,9-tetrahy^ 
pyrido[l,2-a]pyrinudin-9-yl)-W,AT-trimethylethanediamide; 

N-(4-fluorobenzyl)-3-hydroxy-9-[methyl([l,2,4]triazolo[l,5-a]pyriinidin-2-ylcarbo^ 
oxo-6J3 s 9-tetrahydro-4H-pyrido[l,2-a]pyrimidine-2-carboxamide; 

N-(4-fluorobenzyl)-3-hy(iroxy-9-{methyl[(l-methyl-lH-iinidazol-4-yl)sulfonyl]amino}- 
6J,8,9-tetrahydro-4H-pyrido[l,2-a]pyriinidine-2-carboxamide; 

M[(dimethylamino)sulfonyl](me^ 

hydroxy-4-oxo-67,8,9-tetrahydro-4H-pyrido[l,2-a]pyrimidane-2-carboxamide; 

N-(4-fluorobenzyl)-3-hydroxy-9-{methyl[(5-methyl-l,3,4-oxadiazol-2-yl)carbony« 
oxo-6J,8,9-tetrahydro-4H-pyrido[l,2-a]pyriinidine-2-carboxamide; 
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9-{[2<dimethylamino)-2-oxoethyl]thio}-N-(4-fIuorobenzyl)-3-hydroxy-4-oxo-6,7,8,9- 
tetrahydro^H-pyrido[l,2-a]pyrimidine-2-carboxamide; 

9-[[(dimethylamino)carbonyl](methy^^ 
tetrahydro-4H-pyrido[l,2-a]pyrimidine-2-carboxamide; 

9-{[2<dimethylaniino)-2-oxoethyl]sulfonyl}-NK4-fluorobenzyl)-3-hydroxy-4-oxo-6,7,8,9- 
tetrahydro^H-pyridoCl^-aJpyrimidine^-carboxamide; 

N<4-nuorobenzyl)-3-hydroxy-9-{methyl[(l-oxidopyridin-2-yl)carbonyl]amino}-4-oxo-6,7,8,9- 
tetrahydro^H-pyrido[l,2-a]pyriniidine-2-carboxamide; 

methyl (2-{ [(4-fluorobenzyl)amino]carbonyl }-3-hydroxy-4-oxo-6,7,8,9-tetrahydro-4H- 
pyrido [ 1 ,2-a]pyrimidin-9-yl)methylcarbamate 

N-(4-fluorobenzyl)-3-hydroxy-9-{memyl[(m^^ 
tetrahydro^H-pyridotl^-alpyriinidine^-carboxamide; 

N<cyclopropylraethyl)-NK2-{[(4-fluorobenzyl)amino]carbonyl}-3-hydroxy-4-oxo-6,7,8,9- 
tetrahydro-4H-pyrido[l ) 2-a]pyrimidin-9-yl)-N\N'-dimethylethanedia^ 

9-[ {2-[(dimethylamino)sulfonyl]-2-methylpropanoyl } (methyl)amino]-N-(4-fluorobenzyl)-3- 
hydroxy^-oxo-6J3,9-tetrahydb:o^H-pyrido[l,2-a]pyrimidine-2-carboxamide; 

9-[{ [(dimethylamino)sulfonyl]acetyl } (methyl)amino]-3-hydroxy-4-oxo-N-(quinolin-8-ylmethyl)- 
6J,8,9-telxahydro^H-pyrido[l,2-a]pyrimidine-2-carboxaiTude; 

N <3-hyciroxy-2-{[(3-memylbenzyl)amino]^^ 
a]pyriimdin-9-yl)-N,N , ,N'-trimethylethanediamide; 

N-(2-{[(3,4-difluorobenzyl)amino]carto^ 
a]pyrimidin-9-yl)-N,N , ,N'-ttimemylemanediamide; 

N-(2-{[(4-fluorobenzyl)amino]carbonyl}-3-hydroxy-4-oxo-6J,8,9-tetrahydro^H-py^ 
a]pyrimidin-9-yl)-N\N , -dimemyl-N-(pyridan-2-ylmethyl)ethanedia^ 
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9-{(dimethylaminocarbonylmethyl)[(d^^ 

hydroxy-4-oxo-6J3,9-tetrahydro-4H-pyrido[l,2-a]pyriniidine-2-carboxamide; 

9{(4-morpholinylcarbonylmethyl)(dimethylamino)sulfonyl]amino}-N-(4-fluoroben 
hydroxy-4-oxo-6J,8,9-tetrahydto-4H-p^ 

(+)-N-(2-{[(4-fluoro-3-methylbenzyl)a^^ 
pyrido[l,2-a]pyriiiiidin-9-yl)-NJSF\N , -trimethylethanediamide; 

N-(2-{[(3-chloro-4-fluorobenzyl)anuno]carbonyl}-3-hydroxy-4-oxo-673,9-tetrahydro-4H- 
pyrido[l,2-a]pyrimidin-9-yl)-N,N'J^^trimethylethanediamide; 

(-)N-(2-{[(4-chlorobenzyl)amino]carbo^ 
a]pyrimidin-9-yl)-N,N , ,N'-trimethyIethanediamide; 

(-)-(7S)-7-[acetyl(methyl)amino]-N-(4-fluorobenzyl)-3-hydroxy-4-oxo-6J3,9-tetra^ 
pyrido[l ,2-a]pyrimidine-2-carboxamide; 

8Kdimethylamino)-N-(4-fluorote^ 
a]pyrimidine-2-carboxamide; 

8-[acetyl(methyl)amino]-N-(4-fluorobenzyl)-3-hydroxy-4-oxo-6j,8,9-tetrahydro-4H-py^ 
a]pyrLmidine-2-carboxamide; 

NK4-fluorobenzyl)-3-hydroxy-4-oxo-4,6^ 
carboxamide; 

N-(4-fluorobenzyl)-3-hydroxy-10-morphoIin^-yl-4-oxo-4 > 6J J 8,940-hexahydropyri 
a]azepine-2-carboxamide; 

10-[[(dimethylamino)sulfonyl](m^^ 

4,6,7,8,9,10-hexahydropyrimido[l,2-a]azepine-2-carboxamide; 
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N-(4-fluorobenzyl)-3-hydroxy-10-[methyl(methylsulfonyl)amino]-4-oxo-4,6,7,8,9,10- 
hexahydropyrimido[l,2-a]azepine-2-carboxamide; 

N-(4-fluorobenzyl)-3-hyd^^ 1Q 
hexahydropyrimido[l,2-a]azepine-2-carboxamide; 

N -(4-fluorobe n2 yl)-3-hydioxy-10-(6-methyl-14-dioxido-l,2,6 
4,6,7,8,9,10-hexahydropyrimido[l,2-a]a2epine-2-carboxamide; 

N-(4-fluorobenzyl)-3-^^ 

oxo^.ej.S.PaO-hexahydropyrimidotl^-alazepine^-carboxamide; and 

8-[[(dimethylamino)suIfonyl](methyl)ainino]-NK4-fluoroben Z yl)-3-hydroxy^^ 
tetrahydropyrroloCl^-alpyrimidine^-carboxamide. 

11. A compound according to claim 10, or a pharmaceutical^ acceptable salt 
thereof, selected from the group consisting of: 

(-)-N-(4-fluoroben Z yl)-3-hydroxy-9-{methyl[(memylsulfonyl)acetyl]amino}-4-oxo-6,7,8,9 
tetrahydro-4H-pyrido[l,2-a]pyrimidine-2-carboxamide; 

NK2-{[(4-fluoro-3-methylbenzyl)anuno] 
pyrido[l,2-a]pyrimia^n-9-yl)-N,N\N , -trimemylethanediamide; 

N-(2-{[(3-chloro-4-memylbenzyl)amino]carbonyl}-3-hydroxy-4-oxo-6,7,8,9-tetrahy^^ 
pyrido[l,2-a]pyrinaidin-9-yl)-NJSr\N^trimemylemanedian^ 

N-(2-{[(3-chlorobenzyl)amino]carbonyl}-3-hyaroxy^oxo-6,7,8,9-tetrahydro-4H-pyri 
a]pyrimidin-9-yl)-N,N•^^trimethylethanediarnide; 

N-(4-fluorobenzyl)-3-hyo^oxy-9-(6-memyl-l,l-dioxido-l^ 
tetrahydro-4H-pyrido[l,2-a]pyrimidine-2-carboxainide; 

(-)-N-(2-{[(4-fluoro-3-memylbenzyl)ainino]carbonyl}-3-hydroxy-4-ox 
pyrido[l ,2-a]pyrirmdin-9-yl)-N^,N*-trimemylethanediamide; 

-108- 



WO 2004/058756 



PCT/GB2003/005536 



( + >N-(4-fluorobenzy^ 

6J ) 8,9-tetrahydro-4H-pyrido[l,2-a]pyrimidine-2-carboxamide; 
NK4-fluorobenzyl)-3-h^ 

tetrahydro-4H-pyrido[l ,2-a]pyrinudine-2-carboxamide; 

9-[(a2etidin-l-ylsulfonyl)(methyl)amino]-N-(4-fluoroben 2 yl)-3-hydroxy-4-oxo-6,^ 
tetrahydro-4H-pyrido[l,2-a]pyrimidine-2-carboxamide; 

(-)-N-(4-fluorobenzyl)-3-hy^^ 

tetrahydro-4H-pyrido[l,2-a]pyrimidine-2-carboxamide; 

(+)-N-(4-fluoroben Z yl)-3-hydroxy-9-[methyl(mor P holin-4-ylsu^^^^ 
tetrahydro-4H-pyrido[l,2-a]pyrimidine-2-carboxamide; 

(+)-9-[(azeti<iin-l-ylsulfonyl)(methyl)amino]-N-(4-fluo^ 7 8 9 . 

tetrahydro-4H-pyrido[l,2-a]pyrimidine-2-carboxamide; 

h yfr°xy^-oxo-6J,8,9-tetrahy^ 
(-)-N-(4-fluorobenz^ 

ej.g^-tetrahydro^H-pyxidotl^-aJpyriniidine^-carboxarnide; on ^Jammo> 4 oxo- 

GJ.S^-tetrahydro^H-pyndofl^-aJpyrimidine^-carboxamide; ' 

(-)N-(2-{[(4-fluorobenzyl)amino]carbonyl}-3-hydroxy-4-oxo-4,6 7 8 9 10- 
he *aMropyrimido[l,2-a]aze^^^ 

(+)N-(2-{[(4-fluorobenzyl)amino]carbonyl}-3-hydroxy-4-oxo-4 6 7 8 9 10- 
hexahydropyri m ido[l ) 2-a]azepin-10-yl)-N > N\N"tri m e^ 



-109- 



I 



WO 2004/058756 



PCT/GB2003/005536 



N^2-{[(4-fluoro-3-methylbenzyl)amino]carbonyl}-3-hydroxy-4-oxo-4 6 7 8 9 10 
hexahydropyrimidori,2-a]^ ' ' ' 

(+)-N<2-{[(4-fluoro-3-methylbenzyl)amino]carbonyl}-3-hydroxy-4-oxo-4 6 7 8 9 10- 

(-)-N-(2-{[(4-fluoro-3-methylbenzyl)ainino]carbonyl}-3-hydroxy-4-oxo-4 6 7 8 9 10- 
hexahydropynniido[l,2-a]a Z epin-10-yl)-NK,N'-trimethylethanediam ' ' 

10 ^-(2-{[(4-fluorobenzyl)ainino]carbonyl}-3-hydroxy-8,8-dimethyl-4-oxo-6 7 8 9-tetrahvdro-4W 
pyndo[l,2-a]pyrirmmn-9-yl)^^ * " ' tetrahydro-4^- 

12. A pharmaceutical composition comprising a therapeutically effective 
amount of a compound according to any one of claims 1 to 11, or a pharmaceutical^ acceptable 

13 salt thereof, and a pharmaceutically acceptable carrier. 

13. A combination useful for treating or preventing infection by HTV or for 
preventing, treating or delaying the onset of AIDS, which is a therapeutically effective amount of 
a compound according to any one of claims 1 to 1 1, or a pharmaceutically acceptable salt 

20 thereof, and a therapeutically effective amount of an an antiviral selected from the group 

consisting ofHTV protease inhibitors, non-nucleoside HTV reverse transcriptase inhibitors and 
nucleoside HTV reverse transcriptase inhibitors. 

14 ' Use of a compound according to any one of claims 1 to 1 1 or a 
25 pharmaceutically acceptable salt thereof, for inhibiting HTV integrase in a subject in need thereof. 

15. Acompoundaccordingtoanyoneofclaimsltoll.orapharmaceutically 
acceptable salt thereof, for use in the preparation of a medicament for inhibiting HTV integrase in 
a subject in need thereof. 

30 

16. Use of a compound according to any one of claims 1 to 1 1 or a 
pharmaceutically acceptable salt thereof, for preventing or treating infection by HTV or for 
preventing, treating or delaying the onset of AIDS in a subject in need thereof. 

35 fl „ t . _ , "* * com P° u nd according to any one of claims 1 to 1 1, or a pharmaceutically 
acceptable salt thereof, for use in the preparation of a medicament for preventing or treating 
infection by HIV or for preventing, treating or delaying the onset of AIDS in a subject in need 
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